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Amendments to the Claims : 

1. (Currently amended) A compound of formula (I): 

O 




(CH 2 ) q A— R 3 (I) 



R 2 

wherein: 

A is a 5- or 6-membered aromatic or heteroaromatic ring containing [[0]] 1 to 4 
heteroatoms selected from the group consisting of N, O, and S; 
R 2 is of the formula (i): 

(CH 2 )r A' R4 (i) 

wherein: 

A' is a 5— ef-6-membered aromatic or heteroaromatic ring containing 0 to 4 
heteroatoms selected from the group consisting of N, O, and S; 
r is an integer ranging from 1 to 20; 

R4 is selected from the group consisting of H; NH 2 ; (CH 2 ) s OH, wherein s is an 
integer ranging from 1 to 8; COOH ; R14COOH, wherein R !4 is an alkyi alkylene or 
alkylidene group having 1 to 8 carbon atoms[[ J]; halo, NHR 8 , NR 8 R 9 , NHCOR 8 , 
NR 8 COR 9 , SO3H and P0 3 H 2 ; 

R 3 is selected from the group consisting of H, NH 2 , R15COOH, wherein R15 is an 
alkyl alkylene or alkylidene group having 1 to 8 carbon atoms, and (CH 2 ) t OH, wherein t is 
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an integer ranging from 1 to 8; halo, NHRg, NR 8 R 9 , NHCORg, NR 8 COR 9 , S0 3 H and 
P0 3 H 2 ; 

q is an integer ranging from 1 to 8; and 

[[or]] Ri ef*3 is a Ci-C 8 alkanyl group, C 2 -C 8 -alkenyl- or [[C2-C8]] C^Cg- 
alkynyl- group which is optionally substituted by -CN, -CH 2 NR<;R 7 OH, -OR 8 , -NR^R?, - 
NHCOR 8 , NHCONReR?, halogen, -OCOR 8 , -OCH 2 COOH, -OCH 2 COOR 8 , -S0 2 R 5 , -S-R 5 , 
NHCONH phenyl, -OCH 2 -CONR<;R 7 , -OCH 2 CH 2 OH, -S0 2 -CH 2 -CH 2 -0-COR 8 , -OCH 2 . 
CH 2 -NR6R 7 , -S0 2 -CH 2 -CH 2 -OH, -CONHS0 2 Rg, -CH 2 CONHS0 2 Rg, -OCH 2 CH 2 OR8, - 
COOH, --COOR 8 , -CONR6R 7 , -CHO, -SR 8 , -SORg,-S0 2 Rg, -S0 3 H, -P0 3 H 2 , -S0 2 NR6R 7 , - 
OCH 2 -CH 2 OCOR8, -CH=NOH, -CH=NOR 8 , -COR 9 , -CH(OH)R 9 , -CH(OR 8 ) 2 , -CH=CH- 
R,o, -OCONR6R 7 , 

MH NH 

V C ^' N '^ N ^ ,R11 ^ N<H 2 ^NH-NH 2 

H 



or by 1,3 dioxolan e or 1,3 dioxane which is optionally mono or polysubstitut e d by 
m e thyl; or 

denotes phenyl Cj .-€ 6 allcylono, phenyl Cz -G$ alkonylono or phenyl Q r€$ 
alkynyl e n e , in which th e ph e nyl ring is optionally substitut e d, e ither directly or via a C+ - 
G 4 - alkylono group, with on e or mor e of the following groups: C^ -G^- alkyl, CN, 
GHaMMW-NQ a, OH, OR*, CHa NH S0 3 -Rg , NHCORg, NHCONR4R7, halog e n, 
QGORgr-QgH aOOOH, OCH^COOR^, CH^OCORg r-SOaR^r-QGHa-GONR^, 
Q€H aCH^OH, OCHj CH3 NR^ R ?, C0>JHS0 i R 8 ^O€H 2 GH 2 QR g , COOH, COORg - 
€F 3 , cyolopropyl, CONFE R ?, CH^OH, CH^ OR g, CHO, SP^ -SQR^r-SQaRgr-SOaHr- 
POaHar-SOsNR^R^-OGH a CH,OCORg, CII-NOH, CH~NORg r -€OR 9 , CH(OH)R9 r- 
€H{QRg) a, NHCOORg, CHa GQNHSOaRg , CH~CH R W7 -0€ONR 6 R 7T -€H 3 -0- 
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NH 



NH 



H 



'NH, 



NH" 



or by 1,3 dioxolan e or 1,3 dioxan e which is optionally mono or polysubstitut e d by 
m e thyl; or 

denot e s C» - C? - oyoloalkyl C ^-Gfe- allcyl e n e , G$ C? cyoloalkyl Ca -G s allc e nyl e n e , 
Cj? cycloalkyl C^ -Gs alkynylone , in which th e cyoloallcyl group may optionally b e 
substitut e d, eith e r dir e ctly or via a C4 - 4 alkyl e n e group, by CN, CHj MRgR ?, ~0, OH, 
ORgr-NR^R? , NHCOR g , NHCONR^ R ?, halogen, OCORg T-QGHaGQQHr- 
GGH 3 GG^ 7 -GH 3 G^G^ r -SQ 3 R^ 7 -QGH^GG^R ?7 -G^H 3 GH 3 OH, OCH^ -Gtfe- 
NR^r-QGHaGHaQRg , COOH, COOR&, CONRfe-GtfeQHr-GifeQRs, CHO, SRg- 
SG^ r -SG^R 8 r^^Hr^^ 7 -SG^NR 6 R ?r -G^-G^-QGOR 8 , CH~NOH, CH-NOR g, 
COR,, CH(OH)R9, COMHSOj Rsr-GH^QRg^ , NHCOOR g , CH~CH R 4 0, OCONR sR?; 
CH± O CONR^ Tr-GH a CH^ O CONR^ t 



NH 



NH 



*N 



H 



"NH, 



NH 



or by 1,3 dioxolan e or 1,3 dioxane which is optionally mono or polysubstitut e d by 
m e thyl; or 

denot e s a group of th e formula A C i-Gs alkylene , A CONH C i-G s - alkylono , A 
3 -G 6 alkcnylono , A CONH C a -G 6 alkynylone , A NH CO CI C 6 alkylene, A 
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NH CO Cz -G$ alk o nyl o no, A NH CO olkynylon o , A C^ -Gs alkonylono or A C3 -G6- 

alkynyl e no, wher e in A is a C or N linked 5 or 6 m e mb e r e d h e t e rocyclic ring, 5 or 6 
m e mb e r e d aromatic ring, or 5 or 6 - m e mb e r e d h e t e roaromatic ring which contains 
nitrog e n, oxyg e n or sulphur as h e t e roatoms and may optionally b e mono or 
polysubstitutod, by C1 -G 4 alkyl, halogen, OR*, CN, NO* NH* CH^NR^, OH, "O, 
akotal, COOH, SO^ Hr-PQ^- 




R 5 d e not e s is C r C 4 -alkyl, optionally substituted by OH, OCOR 8 , NH 2 , NR*R 7 or 
NHCORg, 

R 7 , and R « are each independently hydrogen, an optionally substituted C3-6- 
cycloalkyl group, a branched or unbranched alkyl-, alkenyl- or alkynyl group having up to 
10 carbon atoms, preferably a C+ -G4- alkyl group, which may optionally be substituted by 
hydroxy, phenyl, substituted phenyl, amino, substitut e d amino substituted with riMI Ci to 
C 8 alkyl, or it denotes --(CH 2 )m-NHCOOR 8 wherein m=l, 2, 3 or 4; 

R ? d e not e s hydrog e n, an optionally substitut e d C^ - cycloalkyl group, a branch e d or 
unbranched alkyl , alkenyl or alkynyl group having up to 10 carbon atoms, which may 
optionally bo substituted by hydroxy, ph e nyl, substituted ph e nyl, amino, substitut e d amino, 
G+4e-G g, or it denotes (CH^ ffl , NHCOORg wh e r e in m-1 , 2, 3 or 1 ; or F^ md4Vtegethef 
with th e nitrogen atom form a saturated or unsaturat e d 5 or 6 m e mbered ring which may 
contain as h e t e roatoms nitrog e n, oxyg e n or sulphur, whil e th e h e terocyclic ring may b e 
substitut e d by a branch e d or unbranch e d C^ 4- alkyl group, or may carry on e of th e 
following groups: (CH^ rNH * ~0, a kctal preferably O CHa -Gtfe-Q-rfetfa^^ff^G^ 
€ 4 alkyl, (CH^ -N^-Gg alkyl), (CH^ ) fl NHCOORg, (n~2, 3, 1), halogen, ORg ^-GNr- 
NO^t-NHs^GH^R ^, OH, COOH, SO ^H^PO^br-COQRg^GQNR^R^T^O^T 

Rg denot e s hydrog e n, C^ -Gg alkyl or C^ -Gg alkenyl or Ca -G g alkynyl optionally 
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substitut e d with CO^H, a benzyl - or ph e nyl group, which is optionally mono or 
polysubstitut e d by OCH^ f 

R 9 denot e s is d-Cg-alkyl or C 2 -C 8 -alkenyl or C 2 -C 8 -alkynyl optionally substituted 
with C0 2 H, optionally substituted phenyl, optionally substituted benzyl, C 3 -C 6 -cycloalkyl, 
and 

R,o denot e s is -COOR 8 , -CH 2 OR 8 , -CONR6R7, hydrogen, C r C 3 -alkyl, optionally 
substituted phenyl, -CH2NR6R7; 

and pharmaceutically acceptable salts, hydrates and prodrugs thereof. 

2. (Original) The compound of claim 1, wherein at least one of R3 and R4 is 
independently selected from the group consisting of SO3H and P0 3 H 2 . 

3. (Currently amended) The compound of claim 1, wherein R\ [[or R 2 ,]] is a 
Ci-C 8 alkanyl group, C 2 -C 8 -alkenyl group or C 2 -C 8 alkynyl group which is optionally 
substituted by NRsR?, -SO3H, or -P0 3 H 2 . 

4. (Currently amended) The compound of claim 1 , wherein A is phenyl 
selected from the group selected from the group consisting of pvridyl. thiophenvl 
thiazolyl, and tetrazolyl . 

5. (Original) The compound of claim 1, wherein A' is phenyl. 

6. (Currently amended) The compound of claim 1, wherein: 

Ri is a Ci-C 8 alkanyl group, C 2 -C 8 -alkenyl group or C 2 -C 8 alkynyl group which is 
optionally substituted by NR6R7 or -S0 3 H; 

A is phenyl selected from the group selected from the group consisting of pvridvK 
thiophenvU thiazolvL and tetrazolyl ; and 

A' is phenyl. 
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7. (Original) The compound of claim 6, wherein at least one of R3 and R4 is 
independently selected from the group consisting of SO3H and P0 3 H 2 . 

8. (Currently amended) The compound of claim 1, wherein said compound is 
selected from the group consisting of: 

3 [2 (1 Aminophenyl) e thyl] 8 b e nzyl 1 propylxanthin e ; 

3-[2-(4-Aminophenyl)ethyl]-l-propyl-8-[(3-pyridyl)methyl]xanthine; 

3-[2-(4-Aminophenyl)ethyl]-l-propyl-8-[(4-thiazolyl)methyl]xanthine; 

3 [2 (1 Aminophenyl)ethyl] 1 propyl 8 (1 sulfonoxyb e nzyl)xanthin e ; 

3 - [2 (1 Aminoph e nyl)ethyl] 8 b e nzyl 1 (3 m e thoxypropyl)xanthin e ; 

3 [2 (1 Aminophonyl)othyl] 8 benzyl 1 (3 dimothylamino)propylxanthin e ; 

3 [2 [1 (6 Aminohoxanoyl)aminophonyl] ethyl] 8 benzyl 1 propylxanthin e ; 

8 B e nzyl 1 propyl 3 [1 (4 sulfonoxyphenyl)butyl]xanthin e ; 

8 B e nzyl 1 propyl 3 [2 (1 sulfonoxyphenyl) e thyl]xanthin e ; 

3 - [2 (4 Aminophenyl) e thyl] 8 b e nzyl 1 (3 sulfonoxypropyl)xanthin e ; 

342-r4-Aminophenvlkthvll-l-propvl-84(thiophen-2-vl)methvllxanthine; 

342-r4-Aminophenvltethyl]-l^ 

and pharmaceutical^ acceptable salts, hydrates and prodrugs thereof 
9-11. (Canceled) 

12. (Original) A composition comprising a compound of claim 1 in a 
pharmaceutically acceptable carrier. 

13. (New) A compound of formula (I): 



RTA01/2207141vl 



7 of 19 



Appl.No.: 10/780,296 

Amdt. dated June 6, 2006 

Reply to Office Action of February 6, 2006 



O 




(CH 2 ) q A R 3 (I) 



R 2 

wherein: 

A is a 5- or 6-membered aromatic ring; 
R2 is of the formula (i): 

(CH 2 ) r A' R 4 (0 

wherein: 

A' is a 6-membered aromatic ring or a heteroaromatic ring containing 0 to 4 
heteroatoms selected from the group consisting of N, O, and S; 
r is an integer ranging from 1 to 20; 

R4 is selected from the group consisting of NH 2 , halo, NHR 8 , NR 8 R 9 , NHCORg, 
NR 8 COR 9 , COOH, SO3H and P0 3 H 2 ; 

R 3 is selected from the group consisting of H, NH 2 , R15COOH, wherein R\ 5 is an 
alkylene or alkylidene group having 1 to 8 carbon atoms, and (CH 2 ) t OH, wherein t is an 
integer ranging from 1 to 8; halo, NHR 8 , NR 8 R 9 , NHCOR 8 , NR 8 COR 9 , SO3H and P0 3 H 2 ; 

q is an integer ranging from 1 to 8; and 

Ri is a Ci-C 8 alkanyl- group, C 2 -C 8 -alkenyl- i or C 2 -C 8 -alkynyl- group which is 
optionally substituted by -CN, -CH 2 NR6R 7 OH, -OR 8 , -NR6R 7 , -NHCORg, -NHCONR6R7, 
halogen, -OCOR 8 , -OCH 2 COOH, -OCH 2 COOR 8 , -S0 2 R 5 , -S-R 5 , -OCH^CONR^, - 
OCH 2 CH 2 OH, -S0 2 -CH 2 -CH 2 -0-COR 8 , -OCH 2 -CH 2 -NR6R 7 , -S0 2 -CH 2 -CH 2 -OH, - 
CONHS0 2 R 8 , -C^CONHSOzRs, -OCH 2 CH 2 OR 8 , -COOH, -COOR 8 , -CONR*R 7 , -CHO, - 
SR 8 , -SOR8 s -S0 2 R 8 , -SO3H, -P0 3 H 2 , -S0 2 NR6R 7 , -OCH 2 -CH 2 OCOR 8 , -CH=NOH, - 
CH=NOR 8 , -COR9, -CH(OH)R 9 , -CH(OR 8 ) 2 , -CH=CH-Rio, -OCONR6R 7 , 
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R 5 is Ci-C 4 -alkyl 5 optionally substituted by OH, OCORg, NH 2 , NR^R? or NHCOR 8 , 

R6 - Rg are each independently hydrogen, an optionally substituted C3-6-cycloalkyl 
group, a branched or unbranched alkyl-, alkenyl- or alkynyl group having up to 10 carbon 
atoms, which may optionally be substituted by hydroxy, phenyl, substituted phenyl, amino, 
amino substituted with C r Cg alkyl, or is -(CH 2 ) m — NHCOORg wherein m=l, 2, 3 or 4; 

R 9 is d-Cg-alkyl or C 2 -Cg-alkenyl or C 2 -Cg-alkynyl optionally substituted with 
C0 2 H, optionally substituted phenyl, optionally substituted benzyl, C3-C6-cycloalkyl, and 

Rio is -COORg, -CH 2 0R 8 , -CONR^Ry, hydrogen, C,-C 3 -alkyl, optionally 
substituted phenyl, --CHzNR^R?; 

and pharmaceutically acceptable salts, hydrates, and prodrugs thereof. 

14. (New) The compound of claim 13, wherein A is phenyl. 

15. (New) The compound of claim 13, wherein A' is phenyl. 

16. (New) The compound of claim 13, wherein: 
A is phenyl; 

A 5 is phenyl; 
r is 2; 

R4 is selected from the group consisting of NH 2 , COOH, NHCORg, 
and SO3H; 

R 3 is selected from the group consisting of H, NH 2 , halo, SO3H, and 
NHCORg; 

q is 1 ; and 

Ri is a Ci-Cg alkanyl group optionally substituted by -ORg, -NR<$R7, 
or-S0 3 H. 

17. (New) The compound of claim 13, wherein said compound is selected from 
the group consisting of: 
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3-[2-(4-Aminophenyl)ethyl]-8-benzyl- 1 -propylxanthine; 
3-[2-(4-Aminophenyl)ethyl]-l-propyl-8-(4-sulfonoxybenzyl)xanthine; 
3-[2-(4-Aminophenyl)ethyi]-8-benzyl-l-(3-methoxypropyl)xanthine; 
3-[2-(4-Aminophenyl)ethyl]-8-benzyl-l-(3-dim^ 

3-[2-[4-(6-Aminohexanoyl)aminophenyl]ethyl]-8-benzyl-l-propylxanthine; 
8-Benzyl- 1 -propyl-3-[4-(4-sulfonoxyphenyl)butyl]xanthine; 
8-Benzyl- 1 -propyl-3-[2-(4-sulfonoxyphenyl)ethyl]xanthine; 
3-[2-(4-Aminophenyl)ethyl]-8-benzyl-l-(3-sulfonoxypropyl)xanthine; 
3-[2-(4-Aminophenyl)ethyl]-8-(4-fluorobenzyl)- 1 -propylxanthine; 
8-(2-Acetaminobenzyl)-3-[2-(4-aminophenyl)ethyl]-l-propylxanthine; 
8-(2-Aminobenzyl)-3-(2-phenylethyl)-l -propylxanthine; 
8-Benzyl-3-[2-(3-carboxyphenyl)ethyl]-l -propylxanthine; 
3-[2-(4-Aminophenyl)ethyl]-8-benzyl-l-(8-sulfonoxyoctyl)xanthine; 
3-[2-(4-Aminophenyl)ethyl]-8-benzyl-l-(5-sulfonoxypentyl)xanthine; 
3-[2-(4-Aminophenyl)ethyl]-8-benzyl- 1 -(5-sulfonoxypentyl)xanthine; and 
pharmaceutical^ acceptable salts, hydrates and prodrugs thereof. 

1 8. (New) A composition comprising a compound of claim 1 3 in a 
pharmaceutically acceptable carrier. 
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